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Notice 

sufficiently Sfflr in tie:; ^reet iee-yeaste. tins t-sn-vice is not a nnntsc.atoen;: ;c: ?;»^«'5ft5 ; t!a;veat>o:-: .-.;■? 
( o id i-i n 



Trte present "Verneon is p - o with > new eeeved ones dom ery!-; (;H) onSnateionn.x 
applying oi dense new ;n>n :s ,, 

fiew derived, foiiovdr.e tee invention, are ren=esoeted by •cer.nis i 
EMIi.l 

;n t r • >. < ■ 

retl vl, * < u< 
trifluorcrnethv? n.- iaee 
Rac ical k: Rid see- R i 

Sy rarficai 3!kyi, one uny.fe^;snds a sewedae inoe ciedenaeeoo;;. iieeat at ranefied fro in : 
Reofeai the aikoxy and acyioxy ans defined of identical manner. 

fho K > i < I < 1 r -n r i jd u i U > 1 1 

, i, if t if -u.d- u ^ If f 

acetic, saiicysic, citric,. neexeic. 

^H f g s < f !l v 'in I , ! L ' » L 1 n 

publication n f 5c:-nase nmi t r 3 and > (Cerrsnt Sciences >< 1554, S215 s;inre;i:c 
the v,i lb -> e 1 1 ' j. - n j . 1 1 « 

1 1 f 1 1 it I <■ t 1 1 

or»e w!l be able t ' fi "" " f < 

r, , , t ' 11 e t. !u en 

.1 - - 
Trans Perxin. i, .i/y?>, ld>3t freer to re net in evidence oy the anprcans. 

lnf- t->\ue- of k 

M n s 1 ^ ^ 



1 , lr - f K ^ tu a f t »i x 

! 1 U ' I ri r 

t , , r iff u f j r 5 c i 

! H , , 1 r f d Uu.n ' 

svwuely, feat is to say by tee ethyi mthofonrtate 

sg agent, that is to say by esTeseeneieg acid cWofkte, if Ri is a radical aikyb -n presence of 

,,ylot 1 h r i t " 1 ttc - * <■ 0 " ► , 1 ' : 

ldt' , atti'is tr- 1 r of s 300C, t ' c ' eonrs, were {ieeodicedy dnntriee:: formed 
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One oreoares, foiiowmo t 1 < i <■ n the derivatives :)f the ,n i, n which Rl is a rodicai alky!. woTe rrrratrnci. for sample, a v > of 

t!'" formula a dissolved in 10 parrs. t i r • J tot 'doPydrefioo: eooot; sod iyyeooo (soioeoto hy 3 moles of oondoot 

corresponding ? d chloride IS hours, under agitation, at a "t - t corrc:f->of5a^g « that of toy Poidoy. ooo e 

It u > v , d o *c awto oaf 1 c u n ther^ e as >r ; > u , - n 

!i f u if.' a Ji iti "> ii - f "i i -t ro r|t « ^ - a r^itso s p'occ'-- « - = e t> 1 >^ 

with 3c<iin-5f r.orront and ihrotnatcgfapriy. 

t e t t i i r i " ;rttton 

i=XAM?!.s i ^ii phenyi) - 1 - vionc-4 

Process A 

A - « e - i ' - 1 J o ^ 

V6 ide it cat* f ' - '3i 
. 'i -u' go ) t s - mL< s s 

The ^ jti 1 > < 1 
fc? : 100- HO: C). One odosov?. opos; 3 <S of fdiflootoovetPyi- 3 phppyo; • 

Process 3 

A i i ' l ' Of [ ' to 1 3 soToo':- 3 bsyoooydo. O? 33 00 0? oroyyi y OIOO: <>! einyl, :o;,0 o - to 00000 yeyyoyyo ;yy; oO ;r;! or oylpene 
:<= < i " j to tni' vvoOo yeaooo wok oyodeof pook^yrd ho^y o Poooy afro? ooyoio.: toy v ;y yyyyyyye.yo sr>- yypyr ryoyyioi , <i " 

cine 1 prtfo!. h ' ! 1 

i j iji , u( > c r 

beraamide and 50 ' >'l ort f i ste - 1 > 
mil nes at tttfs tarr.no ature i 1 - 
i k id-" a 

i eroooyro. ■ he residoe is m oy wo 

t . 'If 1 a C if 1 "' ; ' r V '2 1 
t :tut K virlr t ' f - 1 



i- 9,66% 
% found: C: 61,88%; H: 3,22 % : MR: 3.31 % 
EXAMPLE 2 

w 

Into a balloon won three pipeo, ) ovoierl i i cooling agero, s r riechsnioai soitatcr ood a f ont: myoyucos iy.y Pi of ;trl:looroooyoyo a 

t < > f i- r " d 

, t ir i ' i . 1 i " j - ► r i ^ 1 

< < do t ^ i 16 n 1 f 'i i ooe eyooorBtso dry j lyyocsd ;yyoyo'« Tyo ^oiyoro: 3 .syyor: by « o- of 

water aryiVio oi^ of ti;e sooooo;; phooe is yoeck-d and adiysred, wyr : i ; -oo:i. too yyiyy of $. yo y i; r sooo: otiditO:" ;y cyrt>ooiie 
"he aqueous, pho-' i^ tlitn -Nt: at te-lhv -■ rr i i!" - 1 ™ v 

' 1 itv , I . . 

-ft? t ; tlU 1, )' a . i 5 ^ 

0 „ N u 

P.R. : ;S.?OC. 

v s o v - , 

1 

Obfoiroid fyiiovotio thy oroyossoo o ;soy y of Oxaou-yy y. Pw.'io.aiiiKa!;:;,!-. fcyooeoy -p<3doy y;oy yKoOyiop Cy P,f I -too,.. 

foment; 

% Colcuiotoo: -:3, yy ; oOyy: i-y 3.yo ; o:. o.oO 03033 % 

Founts 
EXAM _y 4 L no 

^ ot r , f i h i "> j 
2130C. 

lement « i I 

< L f 49 ) k 

au - - t 

EXAMPLE S (Nitro-3 phenyi) - i (IH) qu<na?.olone-4 
Oni.ayooo oyoyomy roe r:yyy:.: o of example 3 

f».ecrysta!Hz3tion: pynomo pikroiaifie. {EP. : 100-140 C). 

P.P. : 2?5,50C. 

niemrrnta! analysis: Ci4H9N3 0 3 

% Calculates: C: 6i'.3/%; H : 3.37 % : NH: : 3333 o; ; . 

Found TO.: 63,13%; H: 3,53 % ; NR. 1S,8.! % 
EXAMPLE 6 (Fluoro-4 pno-oyi) ■ I. (!H) quii1320lOrt«-4 

Obtained foliowino the proooss B o : oxsinpilK i. ftoi.yystaiHratio r ^ v v : . v ) C). 

: 23?,5 C. 

EionK-t-ta! analysis-. Cl«HgN?.0P 
b Caiti lateel , ' " - 1 \ v ^ 




. p-idot 
^ ~ soda 
- ^ ' v - . Ok 3- 

oj".' rl 1 ) oi 
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% Found; C: 69,83%; H: 3,91 % ; H?r. ~ % 

Obtained ^oWav^'V; me procsss 2 or e\a x i. ^ ' a 1 < ; 



EXAMPLE 8 

Met txifiuo! > pheov l (IK) quiri32.olOB«>-4 

, , i !-." trie - 



Recrystaflfeation: Owiene-eehrOeios !F\2. -100-140 CP 
Pf. : 168,50C. 

Bementa! amsSysis: CI 5Hi 1 N202C; 

% Cafcolateci: 22 62,83 : H: 2.84 ; ii R : 9.77 

% Pound: C: 62,63 ; H : 2,93 ; M 0 : 9, S3 

PXAM! it o i. . U i 

Df-? net f f- * L <• 1 

P.P. : 143,500 

f.- ivii i, d"i to C:5Hr;K2022O 

% C3iCi.ilai-.wi: C: 62,82 : H: 3,3'- ; 9,?? 

% Found: C: 62.76 ; iv 4,0 1 ; OiR: 9.07 

EXAMPLE 11 

C )l i I 

Obtained fos!c;vvin<; -One p;oc«« B of cs; : riip;e i. 



':>:->(' analysis: V.t 1 '. 

- taulated 2: 57,73 H: J Nf 

20 Pounci: C: 22,64 .: H H: 2,69 ; HP-.: 9,77 
EXAMPLE 12 

OOoro-7 ' v T j' phcey;; ■ 1 i , n 

the pre es 13 of £ owiple 1 
RecrystaifeaOoe: beozene-pOtroleine <£?. 100- 140 C). 
P.P. : S9S..50C. 

Oiemenvai a ■ sis ISOSf F C 

% Crfl.i.a'. 2 C: 35.47 ; i 2,47 : NO: 0,02 

% roar-P. C; 03,65. : H: 2,44 ; MR: 6,01 



e-petroleine o ( . : p. IOC-HOC). 



t O 1 - i U ' f >l OV -i:;: P:iXO:.r. -0 V"- O 2. 

ftecrystaWzasicm: eeffzene-pfcoieine (HP. 300-140 C). 



SXAWIE 26 {Chforo-3 metnvl-2 pht;ny ) - I ■sthyi-S li 1 -; qa n«olo i« 4 

ia i - 2 i - u toe process of - ■ 3 ^ 2- 2, 
Kecrystetlizatfon: pelif>leine 100- 140 C. P.*2 : 121 C. 
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Elemental analyst: CI7H15M20CI 

% Calculated: C 68,3: H. 5,02 .. NK f 5S 

% Found: C 58,41,: H: 4,79 ; NR; 9,61 

EXAMPLE 17 (Cnioro-3 ohenyi) - t ethyi-2 methoxy-6 0 guinsrolone-4 
Obtained foliowing the process of example 2. 
RecrystBllizatioo: benzene-petrofclne £P iOO-UOC}. 



Trie scuts tcsooity of d»s sudsvances 200, ■•■ hys. 0. 0; edod o,, 5 vsas erodied on femsfs oOse of rooooeeoeoon oro NO;01 oddd- cOssornynnvt. 

•• urding ro rho method of OsrOer ar-d octeeosy toe ie-.2nd ansonnt foe d02a of rn«- soio-ons ow"- ooo 7 eays pedes; after the ;ntreyoa:Ooneei 
adecO-er/cf dfdereot amo, eve;, of the sap so;y:>... these. Toe os-softa are evp: eased ; ; s ^ey,^;;,^; ,f yetyOaoea/e,: ■;.»' Poda,- rsOo.ot yfeaO; 0 One 
wi'ii note that too :>o::W toxicity of too o: .Oafeeaay is rasoerefy osieoOeOy iOo.c 

..- -. ■■■ ■<•■ -f ^ 5 *> 

3 " ' 200 4 too 2 520 to >oo v , o v, 

a > 520 -o too to . 200 200 

12 > 450 22 200 .02 200 220200 

16 > 550 27 20-0 

r , i f i t ' s,i -~ fic tSit< 

various; pharmacological effects. 

t , i i Us ' n r i -r \ > t t ■> u i d r ^ 

r t t f 1 i v , i fi\t r r .'in if r fit a^c, rail i ui tit eoi ^ o? 

ahePPor: accordion to enceintes i i j toy aascric, -id pendant way of vgnaoie tones according to soestancesO T is .aiao desired an 
ontaanoistic effect of , KoostarKea wit?; respect to an amount of caiOazo; ,,,.!, j mortality t ofoOa i - mouse ( iOO rdg/i«! « 
, 3 n i jf i l r t l c i < ill T i k 

^ our? of t» mq kc, o J tt 'va o i > !- a i = ie t -. ' 

o&tainec ss; i< percer -o lection with an a .t of kobartort J «i [fJ1 % ' one of 3 - c j 

with an amount of reOpremamete of 70 mo/ko. 

Into there 1 yefiie - ot fa Os, s leir sc n on t « ' ' iSty iika 

iivot so o >r tr.j n 

I «. V 4 a tit 

<< . t 

oan.l . ov sMiot a'r::oo.y ; ,, and. oo ooo oO-oo' Oood, bv soifooiy ;.r< ; atoo Oy trisoVtooooo oooooo .o. c ;: ; .oo.t:oo .o of odo: oooo. : oo o. ; to.o;o;.o ot the 
exon-inn? 24 inoraaood , 2,20 drays too oohooa of do: di;:r g: ;:j; o, toe ao:n<. ; or at 20 ;s«/kg, fh« soOafanoo o? avsoydo 2 o; 2.4 drnos at the 
amou it of 2,5 ' and t;-,oo»orooa of 2,20 ynooa ;o; Oo: Of;o>u>o: of to n-,;oy $ . 
into therapeutic, some of *fc<? syotosoiyod -ttj^vtSfiOss oooid tSus: U. o.soo fcf i&m dio; ot>o o?f?:ot 

rat arcordir^o to -> f-o:- ; noo ooo ai' OorOor fW:oror. o ;f; y fv ond x - Ooo ^ ooo, Siof o;:r,:. ; n syo. :;2oy;f too oiaoo-oooa ot out, ore 
of rr, fi rrirnoa Oo^ OV mooOS :,■ too oOoOo.oon a rooter 0 r u >... ;>: : ; . <f; -;:a>oai :0:0.u.:;or; of 0:0 <>r:rion>o oss r.,os..;ooS:,i:0 reoors/rotiii «itn 

rats p*>t ano < ' 11 i:ke 

list 5 ioe i 

TA3LB .it 

Oedema wito the cgrraenine 

< -ron- - isnoca tiva [O-osiriOe g ig a iut 
r-jr-n too, r,f 

CPdefsw. 1 5-35 3 60 4.240 9 

13 3.00 24 - 22 15 UO 

- i.-i, i - ><< 137 AC. rxfiumic 235 

a, * , m i ^ 

' i, t i , f 1 aaslnc way 

c ^ f u , - i- <. t c i, s n , n o , v a a- - > s i le c e t s^ 1 tu - " tti o 

<3triDfe in ca a laOsint 

T { it ! ^ r i n< < t I 

jw with that of ttva substances of ref f fi 

TABLE Hi 

Subs aoce of t H 



..0,12 tn 200 n- 



TAf 1 030 
■o . t ' o ' . . > "I 

Ponding 

22 , 

Fhenyibtitajontf .. .. 0,00 *> 





15,80 to 2 

Tho; f _ O gastrO i < r - is naseti on the technics:; one of Robert aod Osesroo; lOoOorr 
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uiceration one hosds account ar the sams br»:: t:.-.ai number animus, percentage of isice?w.s or-in'-sis, rninbo? sr 
The action anaigess cf tht eased substances; wss aisso stud ' - r J i - r t r -i < ' t 

5*o iffSI ,ltT - Out It ' 1 CBdmul 31':;! U: - -^K ,1s < v - > So. 7?9. I 1 ' > ">J 

SOtctcM r Whl t ' t 3u »Q 3, I'iU 3 :ia< triu I 3* en atr e a v i - - 1 >' c 3 0 r O ' o N 

the ;;uppiied rescuu by the coo'e^e. tne ^notn^-Jtaror-e ansj tne 6 -■■■'kruic ct-osori -ike; substances of reference. • 

TABLE IV 

Substance of O.U. SO 

The Example Nft {nig/kg-T.G.} i ?.7 4 26 3 12,5 8 82 7 3i 5 4 9 85 10 48 i7 5S 



; encsowed with en act-v-ty srijuuc;.:- susceptible to be i«;e--i into therapeutic in the purpose 
-?' the f>"U: macouticai cu'ipcs^ons which contain like ;sct!ve one o 



administration, ind-K&ig t 

The soM compositions for 
suoar, caster sugar, starci 
acetophtaiate, the scearat 
The suppositories can fesfc 
have with very ether site 
The liquid composition;; 
directly front tne adrmnist 
judged penny ha counts o 



saccharin, the wiu:?: 

Ci .i:::U<i. Hi OthOI ll«i;i<l tti» hyvl iBy 'bit ud '■: 

phermaceuticaBy ac.fos:- : .able ctis. 
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• ... S*Ms S»lts 



Result Pssge 



M fi | t j t t c ii -e i « in 

- i ' < ' . c the target ianotiisgt-i. * service ;s i ;> "^lacernert fv- ci ;he n 1 t^n-^At^o^ ^ -s. 

Conditions of use , - - .< appi:f3b;e to the use of fh- t r j> too; j d ' ' ■ derived 'r- ;>vt i 



EMU6.2 

in „ )< - P 

-3 I- 'tu j I , •£ 3Ii J * 4 V ' V ' 

ti i iv> i ><> s i p 

EMS17.1 

in winch Rl, S3 and R4 are such .-<;; ciafinerf tirsvioosiy. with t:cc ; ssoondihg add chloric Sr. 

5 fo»ow i >ne or the other one of th ' - heiecio i ;v:c-v otdieteaehe she pres ice of a 

dehydrating agent 

, = aractertzed in the sti ei ected in the fen™ by a wbyciride, phosphcrvs 

!' f vi i ,e an;; <K i> 'i o\ f these compounds 
?. Derivatives following one or the other one of the claims I and 2 t characterized in that they are made up p of pharmaccuticaffy acceptable 

. . ,, , . 

ft Prii-niaceohe- mi, f rt-jracve-fued i h it t i i i al if-ast i of the ainiviunds answering formal I in which - i 

r , t < 1i i u i ' i / tt r <f 

9 Use ef derived from formula I their salts of add addition anchor compesttion Allowing claim a, as agents having an activity nerve 

t i i o i i i ,t - j j i< j on ' I 

, e 5FK 'or thsi thsrape'u < h I « 
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